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wsdt;ud^^^^-/W», fc*v>us«fti — i 
2 T^-trvaLh' no y >\ xhnfc*v^iXh*yK 
Uttl-IT LT i J: w *7 x ~n,TA,v*is/;r\,x-ji,mz 

nli2*»£l 2<f>fift*7^*\ 
[00 28] <9)T»WIT*3ft*rtJOT5K» 

[0029] 
[fcl7J 

[0030]5$VII*, R#«Oh&. R'tt. K*ft 
l-8T#^*^LTL*VV7Vl<*yM/H^ #*ft 
l-8T4Wttif'^rU'CtJ:^MOT^y>f/Hi. & 



JRftl-1 2 t^^>HI:AD y >\ -hofcfc^a 
**ftl-l 2Vty*>m±/suyy. -hat> 
S4A>m. #»»]~8T4HW£*TLTLJtV>7VP:j 

^an^/p*. J**»i-8T4**«£*rLTt>* 
^or/i^s^/i^n*. *>M*ijM»i-i 

K^m**. nil2^1 2^«ft^rr. 
[003 1] (10) T£^niT^£ft*j$10T5 

[0032] 
[4K18J 



2D 




CI 



[00331 *VII1*. R#*S<0*:$. R'tt. *K 

Ri-8r^ttl«r*tTt>^^T^y>f;^ ft* 
« 1 -8 T*HH*tr* LT t» Jt vv\nr^ y 4 >P*. 
WMtl — 1 2T / 0-fcf>'aLh/NDy^. zha^^ 
tt* h *£"BM3 * LT L .* V >7 x ^ T fr* J 4 tV 
2T^>-fcf>«Lb/Nay^. -ho*> 
* vMi* h * v««^lt € X x y * u 
S4Mk. #*ft 1 -8T*HSJR£* LT t l^Tfra 
30 *^*^*~A^ #*ftl~8T#W£WLTt»J: 

2TO-tr>9i±^Noy>', ^ho^^v^^h^^s 

n?*. 4^. R v R'* 5 — oiC^oT^Noyv. -ho 
h#>-aB»«WLTl>J:v^#fiKRtt>f $ 
nii2^120fflj|^^rr. 
[0034J3«V, ^Vl, 5*Vllfc:**lt*R. R'liTS 

y*ofiu»TJ!>o. fflitca. r^/p. roe*- 

40 h^y^/W^/K iso- r K ^ Sofr/Ptf^/K tert- 

[0035] *\<?>{ttt*r)E3mLzn®Lo ittf«D 
flJR. vix>f 7v;Hft, ^xyR v y 

[0036] 

50 [ft^O^JicO^BJ *fftW)3tlT^$#i^Jf«^T 



<*> WWP9-208584 




[ O 0 3 8 ] Xfi < 1 ) «S*vt . m*MMT*>t*\X 

*>2 . 4 -^dd- 3 -~ o* y 9 y&&mmr 

^yUX^O^Ttt (Chea.Ber.. 1918.51,1500) * 

>^$y<r>*ST$S&m*i>MB<7>*m (Synth. Co 
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tert- 7h*i/t] tVX—il> ( Bo c ) <0*£tt»3*« 
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arc**. *n*>*v*tn-ofc^tfc 
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[oo4 9)ati^^9iA^oaMnnu. m 

[0050] 

t-?&. I RX'C^ h/W*B*#* I R - 8 1 0 . * 
H-NMRX^ bfUU: Varian Unity 400 M Aiwa 

[00511 (SOtMl) 

2,4 HD^y iJ^O. 1 9ff (0. 

7 6 8— 9l) JUFN- (^Vi^M^^A^iJP) - 

l^-rnnyi^r^yo.i 6* (0.768— oi) 
*hUX^T5V5«l* % 7 0T:t3tfiLT 1 ■HOI 
IfLfc. hUx^r$Vt-«ffiT«*LfeH. «fcX 
^W^OIWt. (MgSOi) Ml: 

7 -f-fcrftU n -A.^1T> ffM'rfjp ( 2 : IV 
v) JifcbWHC-fcO* 4- [3- 
^7$y) Tn^7$y] -2-^dd-3-zz 
KDVJy0.27g (0.65 l-ol) tr«fe»3|tfc 

[00521 'H-NMR (CDC I*) 5" (ppa) :1. 
79 (2H.m) , 3.35 (4H,m) . 5-02 (1 
H,br). 5.18 (2H,s) B 7.15 (lH,b 
r) . 7.37 (5H.m) w 7.57 (lH.t.J=8. 
OHz) . 7.73 <lH.t,J = 7.8Hz) . 7.90 

(1H, d r J-8.4Hz) . 8.21 (lH,d,J-8. 
OHz) 

[0053] (Mt«2) 

4- [3- (^^yW>^r$y) roe 
A-r$y] -2-^oD-3--hovjyo.27 

« (0.6 5 1-d!) i-^^y-^10«l««l|L. » 
<flMlilJtt^0.22g (0.390«Di) frlBiJK 

Mix^THrat. ««cra». tt 

4 ( N ax SO* ) mt^|fi£ET«£L^. Ifitfc^ 

A-/^/-/W(300: lv/v) «UW^CJ:0. 3 

-r$y-4-[3- «v^^#^ii/#x^T$ 

y) TOtf/PTSy] -2^DD^^0.1 2« 
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1 3 

[00 54 J »H-NMR (CDC 1 9) fi (pp.) : 1. 
76 (2H.m) . 3.30 <2H,m) . 3.42 (2 
H.q,J=6.3Hz) , 4.21 (2H,bs) f 4.44 

(lH.br). 4.92 (lH.br) . 5. 16(2 
H.s) . 7.30-7.39 (5H.m> . 7.46 (2 
H.m) , 7.89 (2H.m) 
100551 (Wm3) 

1 - r 3- «y^#^^7gy^ TDK 
3-TS/-4- [3- (^V^^SoM^^T 

$y) Trre^r^y] 2 

* (0.3 1 2boI) KMJx^it/PhJtt/l'jrf-hO. 
5 2«l (3.1 2moI) loox:fc:;W!LT3. 
5W»U. BUC»**ffTa*LT. 1- [3- 

(^i;^i/^w^7ay ) tdw -4- 

S (0.3 04«ol) *a»fcflW*fc LT»*U COt 

[0056) 'H-NMR (CDC 1.) (pp.) : 2. 
24 (2H.m) . 3.36 ( 2H,q, J =6. 4fe) , 
4.6 7 (2H.t.J = 7.0Hz) B 4.9 5 (lH.b 
r) . 5.14 (2H.s), 7. 3 1 -7. 3 9 ( 5H. 
m) , 7.62 (lH,t, J = 7.8Hz) , 7.71 (1 
H.t, J = 7.8Hz) . 8.0 9 (lH.s) . 8. 1 3 

(IH.d. J-8.4Hz) . 8.21 UH.d.J = 8. 
4 Hz) 

[0057) (mxm4) 

rr r4.5-ci#yuv.Mw,yv frfff 

1- t3- (^^tm^^a^k^/ut 5 y ) rot: 

A-] -4^DD-lHH$f/[4.5-c]^ 
»J*0.12* (0.304-Dl) tCftft**-I« [3 
3%] 3«l*;to;t. SaT1.5WSSHH«L^ 
**ffiT««U BWEtc 1 N -*Hfc-r h 
Atf*1Wc^iiii.^OD^^-c5aj||{lSL^. «£» 
(NaiSO*) <****KffT«*U m**^V*y 

^y-^-3 2%i» ( 1 2 : 6 : 1 v/v) »asM?>fc: 

-4 ^/[4.5-c]^yyv.|««60«(0. 
1 87«ol) *»*feffi*fcLT**. w*>t>W>*r* 

[0058] ! H-NMR (CDiOD) S (pp.) : 1. 
94 (3H.s) , 2.3 9 (2H.m) , 3. 1 2 (2 
H.t, J = 7.8Hz) , 4.82 ( 2H. t . J =7. 2H 
*) . 7.70 (2H.m) , 7.97 (lH.d.J=8. 
0Hz) .8.27 (lH.d.J=8.0Mz) .8.41 



14 



IWWF9-208584 



(lH.s) 

[0059) (*mM5) 

-ci^i;^4-7$y^tf 
1- (3-rs/roew -4-^dd-ih-is 

^/r4.5-c]^y»J^.|«tt|6 0Bg (0. 187 
■ol) *MEIiHRJ5«£A*u OmlRV 

imam,*. mjD**XErmmu 

(3-7$y7DW -ih-^$^V [4.5- 
c] #-/!)>-4-T5>'l las (0.04 5 5«ol) 
(mp : 243-24 5r (#*) ) 

**. 

(0060) IR (KBr)cri : 3320. 31 7 
0. 1650 

*H-NMR (DMSO-dt) 9 (pp.) : 1.93 < 2 
20 H.m) , 2.57 ( 2H. t , J — 6. 6Hz) „ 4.64 
(2H,t. J*7.0tte) . 6.55 (2H.s), 7.2 
6 (lH.t. J-7.2Hz) . 7.44 (1 H.t. J« 
7.4lte) .7.62 (lH.d. J=8.0Hz) . 8. 1 2 
(lH.d. J=8.0Hz) . 8.1 9 (lH,s) 

[0061] (msme) 

4 - T3- ftert-rfc^ ^aft^ys J) tpK 

2.4 -^DD-3-zhD^y»j^o.59g (2. 
4 ( tert- r h ^ ~ /W) - 

30 1 . 3 -7Dnyy'7$yo.4 2 g (2.41aol) £ 

MJxfTPrsvio.1*. 7ox:««ruti. 5* 

•fl^J-I^CMKU tt* (Na>SO«)&* 

*TXU 4 - [3- ( tert- rf*5^W*:^T5 
y) 7-oe;PT$y] -2-^nD-3-zhDVJ 
V0.6 1* (1.6 0-*>I)£*fc|8A< m p; 159 
— 161X:) t LT»^. w<0tW>^5t^mHr— 

40 [0062] IR (KBr)cr' : 3310, 168 
0. 1580 

'H-NMR (CDC h) 8 (ppa) :1.50(9H V 
s) . 1.77 (2H.m) . 3.27 (2H.q.J«6. 
1Hz) . 3.36 (2H.q,J = 6.0Hz) . 4.82 
(lH.br) . 7.37(lH,br). 7.55 (1 
H.t.J = 7.8te) , 7.72 (lH.t,J*7.7H 
z) . 7.8 9 (lH.d.J=8.2H2) , 8.2 7 (1 
H.d. J»8.4Hz) 
[0063] (WW7) 
50 3>T$y-4- T3- (Uri- ^^^^x 



(9) 



1 5 

4 - [3 - (urt-rh^jfr/ptf-^TSy) roe 

/PT$y] - 2-^DD-3--hD^/'J>'0.27 

g (o. 7o»oi) w/-/p7iiaD»t, «nw 

r [II] • 2*10*0. 5 5g (2.45-oD 1 

•asan&aau:. tttmKt&ga: 2 n -t>-*-t* 

«ft(NaiSO«)ft t XETmUZWZLtz. 

^uay/t^^o^h^^-fciftu 

IW*x*/P ( 1 : lv/v) m&W#£±*). 3- 

<o.4 2 8-oD frSWfeJ&at LT**:. 

[00 64] 'H-NMR (CDC Is) d (p— ) : 1. 
4 9 (9H.s) .1.73 (2H.m) . 3.29 (2 
H. t , J = 6. 2Hz) , 3.3 5 (2H,q. J=6.0H 
z) . 4.28 <2H,bs) . 4.6 0 (lH,br) . 
4.75 (IH.br) . 7.44 (2H.ro) .7.87 

UH.d. J=7.6ttz) . 7.94 (lH.d.J = 7. 
6 Hz) 

f0065J (£JtH8) 

1 - r 3 - < t e r t -rt*Z>*/W=JI,T$/) 7 
3-7S/-4- [3- (tert-rf^^A'tf-A'T 

s/) roe^rsy] -2-^oo#yi;>o. 1 5 
g (0.4 2 8— ol) tzhyx^^/wh^^- hO. 
3 6.1 (2.1 4«)l) «r«liT. 10 0TTC2*Ha3 
fciC8 0Trci«lffLfc. RJ5ffl^«r«ETWi 

U ^DD^U-^f/-^ (150: 1-100 : 
1 v/v )*&*#£ J: 0. 1- [3 - (Urt-rMH" 

^/Mf-JPTSy) 

[4.5-c] ^/»jV0.14g (0.3 88—0 

I) (m P : 155—1 56T:) t LTI* 

[0 0 66 J I R (KBr)oTi : 3 380. 168 
0. 1 520 

1 H-NMR (CDC It) * (ppm) : 1.47 (9H. 
s). 2.22(2H.m), 3.30 (2H.q, J=6. 
4Hz) .4.68 (2H. t. J = 7.2Hz) . 4.7 ( 1 
t. J = 7.6ttz) . 7.72 
8.09 (lH.s) . 8.1 
. 8.21 (lH.d.J = 
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H.br) . 7.66 ( 1 H, 
( 1 H, t. J =7. 6Hz) . 
6 ( 1 H.d. J = 8.4Hz) 
8.4Hz) 

[0067J (XHM9) 
^/r4.5~c1#y»JV(T>^ 

l- [3 - (urt-rh^^ip^^r^y) roe 



A,] -4-^DD-lHM [4.5-c J *S 

V>5 0mt (0. 1 3 9-ol) t«k^^P^3«JC» 
ML. h!/ 7**0080. 1 1*1 (1.39—1) &fe 

1 N —MM??' b V *> AtMWK 1 al &Zf JHMc£Jb £ % 
^oo**AT50*aiU J8f (NatSO«) (»M£E 

^»#0)rhy^*l^hLTffittlit«lU 1- 

(3-T$yroeA-) -4-^Do-iHM$r/ 

10 [4.5-c3^yy^l4— (0.0 5 36— ol) 

lti»^. c g> t>g>g) j) jam r - ^mar<o 

[0068) IR (KBr)cr' : 3400. 159 
0. 1510 

'H-NMR (CDCh + CDiOD) * (;*») : 2. 
06 (2H.m) . 2.72 ( 2H. t . J =6.8Rz) . 
2.98 (2H.br) . 4.64 (2H.t. J = 7.0H 
z) . 7.57 (IH.t. J = 7.6Hz) . 7.61 (1 
H.t.J = 7.6fe) .8.03(lHs).8.05 
20 (lH.d.J«8.0Hz) . 8.1 1 (lH.d.J-8. 
Ottc) 

r0069) (**M10) 

i"(3-r$/rp^)-iH->fg^/ri»; 

-cUyii>-4-Tg>^|g(^) 
1- -4-^dd-1HM5 
W [4,5-c]^U< (0.0536-1) 
trWUmilcCTfeiAlt. **y-*5«iJ«*«0T* 
«tr^«ST3altrlijL % 1 5 OXTtUBftLT 1 *3UT 
Lfc. R*«**flET*»U !l»fcl N-**fc:rh 
30 U»>-M«ao.3«l^ftli.»S!i«l^*»»ltT, 1- 
(3-7a/7DW -1H-4 SrTV [4.5- 
c] ^/•jy-4-7S>'8^ (0.033 1— ol) fr 

(00701 («t«ii) 

*/m*^*T3 ./) roe*! - 1 h-4 g^/u. 

1 - [3- (teri-^h^^/P^=L^T$y ) Toe 
40 ^]-4-^DD-lHM$r/t4 > 5-c]^ 
»JV30«g (0.0831— ol) tCOS^TSVlml 
1 5 0X^m&LX3*H3!m&Lti. wrm 
•^Vi^TS^fcfiteU iN-tt*fc*tt**ip 
£«fc**l'>'T2HMI!lfc 9 3T»e*-ftfUMft*X 
^MJ*A**jTCi»U «ft (NatSO*) ft. M 

0: iw*>m&wMzxo* 4-*o-^r$y-i 
- 13- (tot~yh#^^^T$y) me 

» W-lHHSf/[4.5-c] V^35« 
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(0.08 1 lmo\) £Sfe»*(inp: 17 1-17 
2.5t:) t LTftt:. znt,<o*>ftKrtfrr-?im 

[007 11 IR (KB r) cr* : 3 3 30. 170 
0. 1 590. 1 540 

1 H-NMR (CDC | 3 ) * (pp.) : 1.46 (9H. 
s) . 2.1 8 (2H,m) . 3.2 5 (2H.m) . 4. 
57 (2H. t. J = 7.0fe) , 4.64 (IH.b 
r) . 4.9 5 (2H. d. J = 5.2Hz) .6.05 
( 1 H.br ) . 7.26-7.36 (4H.m) . 7.4 
7 (2H.d. J = 7.6Hz) . 7.51 (lH,t.J = 
7.6Hz). 7.82 (lH.s) . 7.92 (2H.t.J 
-8.0ttz) 

T0072J {9Umi2) 

1 - ( 3-T5 y/p^) - 1 n-4 5 j»r r* . * 

-c1*y»JV-4-Tg>g)*liEf*^) 

4- ^>->?;Pr$y-l- [3- (tert-n^i/ 

^-^r$y) roe^] -iH->f srru. 

5- c]*y"J>'30*g(0.0695«Dl) **lft3. 

ifc*WU [20X] o.ig 

(6:3: 1 v/v) ftffiWht OBWHKOfWr***, 

>w -iH— r srv t4.5-cj *y»j^-4-r 
5>-7« (0.0290-oD zmm&&*t lt» 

[0073] (HHW13) 
4- f4 - (t^-rK^v^^^T^) 

2,4-y^DD-3-ZhD^r/«jy0.72g (2. 
97«ol) JtlXN- (tert-rK#^W-^) - 
1.4-yT$/7^y0.56g (2.97m>1) £ h 
•Jx^TS^l 2»I«K 7 OrClneRLT 1 . 5«W3 

U fctt <MgSO»)flL XEFFmtZV&L 
fc. »*«rn-^#^-i;x^x-^;K i : i v / 
v) TMifal/-hLtraL» 4- [4- (ter i 
t-rK^^W^TS/) r^A-T^y] -2- 
^OD«3-zKDVJy0.97g (2.46«ol) 
£*feffcfc (mp : 1 25— 1 2 6.5«C) t LTft 

[0074] I R (KB r ) or 1 : 3 34 0. 328 
0. 1 680. 1 540. 1 520 
'H-NMR (CDC I 3 ) * < m ) : i. 46 (9H# 
s). 1.63(2H.m), 1.78(2H.m), 3. 
19 (2H.q.J=6.4Hz) . 3.4 7 (2H.q.J = 
6.1Hz) . 4.68 (IH.br) . 6.4 1 (IH.b 9 
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r) . 7.52 ( 1 H. t. J-7.7fe) . 7.74 (1 
H.t.J-7.8Hz) . 7.91 (!H.d.J«8.4H 
z) . 8.1 1 ( J H.d. J=8.4Hz) 
[0075] (Wt«14) 

$y) y] /y^gySfi fr 

4- [4- (tert-^h^^^tff-^rsy) r+)v 

T$y] -2-^DD-3--foVJ>'0.5g 

( i . 2 7«oi) £x*y-/n 3»it:**u ttflrr 

10 T 111 1 ' 2 ***"- Q g (4.43WP1) S*);tia» 

^oa*rt,AT2®»iUU (***) . (N 

Kx** ( 2 : 1 v/v) m&WiHzl 
mmV2&t¥X-+rt,ctL-TJUT h V u-bLT* 3 
-T$y-4- [4- (tert-^h^^dfrr/PTS 
y) ^f-^rsy] -2-^oo^yy^o. 12k 
(0.3 2 9wol) Zm&6RbLTmc. Z<r>i>*XO 

[0076] IR (KBr) c** : 3270. 168 
O. 1 540. 760 

l H-NMR (CDC I 3 ) * (pp.) : 1.44 <9 H . 
s) . 1.64 (4H,m) . 3.17 (2H.q,J=6. 
0Hz) . 3.27 (2H.t. J = 6.6Hz) , 3.89 
(IH.br). 4. 15 (2H.bs). 4. 59(1 
H.br) . 7.4 7 (2H.m) . 7.77 (IH.d.J 
= 7.6Hz) .7.89 (1 H.d. J = 7.2Hz) 

[0077] (mmmis) 

*1 -4-?PP-1 H ->f Wfj.^rl^/ 

3-X$y-4- [4- (tert-rh^^/^X^r 
$y) r*rt/r$y] 1 4 g 

( 0. 3 84nol ) (C h «Jxf;^h^-h0.3 
2-1 (1.9 2«dI) Mtt, 100X:«ffi!ILTl* 

^-/M 1 50: 1-1 00: 1 v/v) m&M4HZX 

» 0. 1 - [4- (iert-rh^^^^~A-r$y) y 

*/P3 -4~i7DO-lH->f [4.5~cJ ^ 

^UV0.12k(0.321»J) ( m 

p: 14 8-1 5 ox:) bLTtot:. Z0>%><rxr>%%fr 

[0078J IR(KBr)cr':1 695, 1510 
'H-NMR (CDC 13) 9 (pp.) :1.42(9H. 
s) . 1.6 2 (2H.m) .2.06 (2H.ni) . 3. 
21 (2H.q.J=6.4Hz) . 4.5 8 (IH.b 
r) . 4.65 (2H.t.J=7.4Hz) . 7.66 (1 
!> H. t.J-7. 21b) . 7.72 (lH.t.J=7.6H 



1 9 

x) . 8.02 (IH.s) . 8.1 3 UH.d.J-8. 
4fe) . 8.21 (lH.d. J-8.2H«) 

[0079] (mmmie) 

1- [4- {UTt-7h*zs*Ar$-n,T$LS) 7+ 

IT^O.IOk (0.2 6 7«*>l) *wt*+uy6m\\z 
*WU MT7^aeNK0.2 1al (2.67wl) * 

fcl N-4m:+bV*U>*mm2u\&VttX*mL 
T*oo*/PAT50»fiBU J£* (NatSOi ) tfctt 

******) ThU^U-hLT^raMUfrTOL, 1 

[4.5-c]*yy:/4 5«(0.164»1) trSHI 

[0080] IR (KBr)cr 1 : 3400, 295 
0, 1 670. 1 520. 1 360 
'H-NMR (CDCli) * (m) : 1.51 (2H, 
m) . 1.9 6 (2H.m) .2.66 (2H.t. J~7. 
2Hz) .3.03 <2H.bs> . 4.5 3 (2H.t.J 
= 7.4lfa) . 7.56 (lH.t, J = 7.4Hz) . 7.6 
0 (lH.t.J = 7.5lfe) . 7.9 7 UH.s) . 8. 
02 (lH,d.J=6.4fe) . 8.04 (lH,d,J = 
6.4Hz) 

100811 (**H17) 

i- (4-r^vrw -ih->t ***r\A 

1- (4-T$S7+fr) 

/[4.5-c] VJ>40ii (0.146mo!) *W 

flawrawrcAfu ^ ^y-/P8miaw«5rFjttfrr 

^*-T4.1*;to*. 1 5 0TUC*«ltTl(IMtfft 

iN-«^^hy^^MWo.5«i*aD^ ffaj 

/r*/P> - 1 H-4 S^V r4. 5-c ] *S »y- 
4-T$>l 4mg (0.0 54 8— ol) €rtt*tfrfeJ*A 
imp : 227-230. ST: (#* ) ) fcLT*fc. 

wot ocoftjKWT^^ujaToa o . 

[00821 IR (KBr)cr' : 3340, 318 
0. 1 650. 1 530. 1400 
1 H — NMR (DMSO-di) 9 (pp.) : 1.30 (2 
H.br), 1.39 (2H.m) . 1.89 (2H. 
m) , 2.55 (2H. t, J-6.8HZ) . 4.59 <2 
H.t.J=7.0Hz) , 6.56 (2H,bs) , 7.26 
(lH,t.J-7.4H*) . 7.44 (lH.t.J-7. 
7Hz) . 7.62 (lH.d. J-8.0H*) . 8.05 
(lH.d.J=8.0Hx) . 8.19 (lH.s) 
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[0083] (JBM18) 

4-^^7$/H -r4 - (tert-rK»^ji, 

1 - [4- (ttrt-7h*is/rfi,7K^Jl'T*S) 7+ 
AO -4 1 H->f [4 . 5 - c ] *S 

U>70mt (0. 1 87bk>1 ) CO»7$>'2ilt > 

^K>^7SytKl, i n-m&mhwc** 
10 i«k^f"U>X2S«fJL^. *Wf£**0**** 
*hy*A**3rcfti»U IB* (NatSOi) * 

0: lvA) wap»trj:0. 4-*o^a-ts>'-i 

- [4- (tert-rh*Sofr/l^;^T$y) 
-1H— f Sf/[4.5-c]^yyy79«i(0.1 
77hdI) (mp : 1 51—1 5 3. 5XT) 

ft*. 

2) [0084] IR (KBr)cr 1 : 3380, 331 
O. 2930. 1680, 1595. 1540. 124 
5. 1160 

■H-NMR (CDClt) * (pp.) : 1.42 (9H. 
a) , 1.58 (2H,m) . 2.02 <2H.m) . 3. 
18 <2H.m) ,4.55 ( 2 H. t , J = 7 .4te) . 
4.55 (IH.br) , 4.95 (2H.d.J = 5.6H 
x) . 6.03 (lH.t. J = 5.6Hz) . 7.23-7. 
36 (4H.m) . 7.47 (2H.d, J=7. 6Rz) . 
7.51 (lH.t. J=7.8Hz) . 7.75 ( 1 H. 
30 s) , 7.90 ( 2H.d, J=8.0Hz) 
[0085] (Ximi9) 

cUyuy-4-7gv^ 
4-«.>iS>l,T$S-l- [4- (tert-7>*>>tf/P 

^7$y) 7W\ -iH- f$rv [4.5- 
c] ^yy v6 7«(o.i 5 0»i) ***5.io* 

J*U *tft^fc/^^A-«*[2 0%] 0.1 5 ** 

40 -fcrftU ^cro^^-jx^y-^-3 2%»il 
( 6 : 3 : 1 v/v) »2t«#J: 9B0tt*O|«**W, 

^) -iH- f srr [4,5-cJ *yir>-4-T 
SV14«g (0.0 54 8-dI) **»fc»3fcfcLT» 
fc. wOfcW*MMUu gfcflfl 7<Oftl^Hlfc-«U 

[0086] (Xftft20) 

T f4 - (y7xZ^K»^) -l-tf^ 

0 [4.5-c1*y»J^-4-T3Vg>** 
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a) ^ooftWO. J 0« (Kiwi) fttfl- (3 
-T^mW-lH^$^/[4,5-c]^ 
yy>—4~TSV0.24g (laol) £N, N -^ 
*7P*/l^T$K30«Iid»SU l-(3-^*/P 

(BDCI) 0.29k (1.5aol) *JD*T**T1 

?DD*Jk&-jC?y_j|, (10: 1 v/v) T3Bttaj 
Lfc. *m«****Ta*U £* (NaiSOO 
*ET***«*LT. 1- [3- [ (*ronr* 

[0087] b) a) mt>tlX:l- [3- [ <^ D 

C 4 . 5 - c ] * y tr > - 4 - r s >0M&a*i *x * 

y-/P5allcj8HL. 4- (y'7i^^y) 

u^> aa«ao. i4« (o.4 72aoi)2w^wwc 

*^^M8mg (0.566-oD £JD£ % 7K* 

teffU ?oo*/l>A-**y— (3 0 : 1—2 0 : 
lv/v)»m*^(cj:0. 1- [3-£ [4- (y7x 

- 1 -e^'jyVT-fefypj rsy ] r 
oe*] -ih->( [4.5-c3^yy>-4 

-T5 >-2 0*g ( o. 0 3 64mdI ) ftMfeMM*: 

r00 88J IR(KBr)cr':3320, 165 

0, 1 525. 1070. 700 

1 H — NMR (CDCla) * (pp.) : 1. 70 (2H. 

m) , 1.8 6 (2H.m) . 2. 1 9 (2H.m) , 2. 

27 (2H.t.J = 10.4Hz) . 2.74 (2H 

2.98 <2H.s). 3. 3 9 ( 2H.q. j = 6. 

5Hz) .3.45 (lH.m) .4.54 (2H.t.J« 

7.0Hz) , 5.49 (lH.s) . 5.60 (2H.b 

s), 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J=7.2Hz) . 7.51 (lH.t. j = 7.7H 
*> . 7.82 UH,d.J = 8.2Hz) . 7.89 (1 
H.s) . 7.90 (IH.d. J«8.0Hz) 

[0089] (35H0I21) 

1 - f 3- (T? U^rs y ) -rptf/n ^jM-^ 

1- (3-T$/TD^) -1H- ($rV[4,5 

N-^-f4,*^T5K3 0«I(C«lL. T?U/Hft 
75*1 (I.ImI) &tfl- (3-y>fA,7$/r 
Df*) -3-X.+Ar&M&4 5 H . iHfctto. 2 9 

8 (i.5«oi) *mt*MT3.5mmmitLtz. 
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iv/v) T4fi&teBW:. ***** 
tt*T*frU tt* (NasSOOtfc* XSUffH 

f*U mosfrl'.A-jt^y— * (e . j v / v ) jytgjg 

rhy^j.u~M.r*»ttt. i-[3-(r*i;*r 

^)7DW-lH->f$^/[4,5.c]^ 
U^-4-TS^0.14* (0.474«d1) tftjfe 
»*(m P : 17 3-1 7 5r) t LTWfc. CO|><0 

r0090J IR (KBr)ari : 3330. 320 
0. 1630. 1525 

'H-NMR(CDCls) 9 (pp.) . 2 .? 5 (2H. 
m) , 3.47 (2H.q. J = 6.5te) . 4.61 (2 
H.t,J = 7.0«) . 5.47(2H.bs). 5.7 
(IH.br). 5.71 (lH.d. J~10.4Hz) . 
6.09 (lH,dd.J»16.8. 10.4Hz). 6.3 

2 (lH.d.J=16.8Hz) . 7.33(lH.t.J = 
7.6Hz). 7.53 (lH,t,J = 7.8fe) . 7.83 

20 (lH,d.J«8.4Hz) . 7.92 ( 1 H. s ) . 7.9 

3 ( 1 H.d, J = 8.2Hz) 
[0091J (?BtM22) 



rY r4,5-c]:W»ry--4-x£^>^ 
1- [3- (T^y/pr^y) roe^j-iHM^ 

//[4.5-c]^yy-4-T$>0.12g 
(0.4 0 6md1) *x*y-/no.ifcjg*u 4- 
(>?7xz;Mh^) WJyy.aatto.l 3g 

30 <0.4 2 7«o!)aiXKIWc«^hU^38a(0. 
4 4 7-dI) fciRtf.. 1«WKL^. 

hfy? (4 
0 : 1 v/y ) *as«^iCl 0 SMto«:ft«> % »ttW^f* 

x«f^rM)f A |/-MTTOL, 1- [3- 

[ [4- (y'7x^>Hy) -i-e^u^>^n 
/ty-fin rsyjro^] -ihh [4. 

5-c] *SV>-4-T$>75m (0. 1 3 3«o 
O £«*fe»3fc (mp : 1 78— 18 2X:) £LTW 

10092) IR (KBr)cr' : 3330, 320 
0. 1640. 1530. 1080, 700 
»H-NMR (CDCIj) 9 (ptm) : 1.6 1 (2H. 
m) . 1.84 (2H.m) .2.13 (2H.m) . 2. 
20 (2H.m) . 2.38 (2H, t . J =6.0Hz) . 
2.54 (2H. t.J-6.0Hz) . 2.74 (2H, 
m) . 5.48 ( lH.s) . 7.21-7.54 (1 1 
H.m) , 7.51 (lH.t,J«7.7m) . 7.83 
(lH.d.J=8.4Hz) . 7.91 (lH.s). 7.9 
50 4 (lH.d. J-8.4HZ) . 8.68 (IH.br) 



(13) 
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[0093) (WIH23) 

1- (4-r$/W) - lH-4$r*/[4.5- 
c] *yi>>—4-T$J'0.26g (lwl) *N.N 
-^f^AT5 K3 0bJC*8U T7Vn&7 

5 u\ (i.iHDi)st^i- (3-y>wayro 

kf*) - 3 -X^^JtfS^-f 5 h • «s«aao . 2 9 g 
( 1 . 5»1 ) ^MTlWffffU:. RJG»C* 

( 1 0 : 1 v/v) T40*«i5L*:. ****** 
*Tifc»U (NaiSO*)^ *ffT***S£ 

U ^ootf/kfc-^y-* ( 1 0 : 1— 8 : lv/ 

v)*aaB«cJ:<K i - [4- <T*!M-r$y) r 

-1H — f§^/[4.5*c)*/ll>-4- 
Tav90mg (0. 2 9 1 mm o 1 ) *S»fe®;fc 
(m P : 17 6-178TC) fcLTftfc. 

[0094] IR (KBr) car* : 3320. 320 
0, 1 640. 1 530 

1 H-NMR (CDC It) * (Ptm) : 1.65 (2H. 
m) . 2.04 <2H.m) . 3.40 (2H,q.J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2Hz) , 5.50 

(2H.br). 5.52(lH.br). 5.65(1 
H.d. J«l 0.2Hz).6.03 ( 1 H.dd. J«16. 
8. 10.4Hz), 6.27 ( lH.d.J = 17.0H 
z) . 7.3 3 (lH.t.J=7.6te) . 7.53 (1 
H.t. J = 7.7Hz) . 7.83(lH.s). 7.83 

( 1 H.d, J=8.6Hz) . 7.9 3 (1 H.d. J = 8. 
4 Hz) 

[0095] (X*M24) 

1- T4- f f4- (y7xZjM^y) - 1 - 

uys/rn/t^ Mji/i Tgyi r+M -1 h— < ^ 
l- [4- (T^u/pr$y) -ih— r 

V[4.5-c] #yy^-4-7$yB5ig (0.27 
5md1) frX*y-/W«lfc:»WU 4- (i;7x^ 
*h*$") tr^yy^ «|WI88w (0.288» 
I) 2Ufttlt**7HJ'>A2 5ag (0.302»w>l) £ 

fttfc. ^DDm-^^y^(50: lv/v) # 

tal^- h LTlPUtL* 1- [4- r [4- (y7iZ 

r^/W] -IH-'TSn/' [4.5-c] VJV-4 
-T5V48* (0.0832«ol) *afe»* (m 
p: 174-176X:) fcLT**:. C*>*>**HHfe* 



24 

[0096] IR(KBr)cr»: 3 3 70. 3 1 0 
0. 2950. 1640. 1 530. 1 090. 75 
0. 705 

1 H-NMR (CDC la) * (pp.) : 1.4 8-1.6 
3 (4H.m) .1.77 (2H.m) . 2.01 (4H, 
■ ) . 2.30 (2H. t. J = 6.0Hz) . 2.44 (2 
H.t. J«6.0Kz) .2.63 (2H.m) . 3.28 
(2H.q. J-6.5Hz) . 3.37 (lH.m) . 4.5 
6 (2H,t. J = 7.2Hz) . 5.42(2H.bs). 
10 5.4 7 (IH.s) . 7.21-7.35 ( 1 1 H. 
m) . 7.51 ( 1H. t,J~7.7Hz) . 7181 (1 
H.s ) . 7.82 ( 1 H.d. J = 8.0Hz) .7.92 
(1 H.d. J -8.0Hz) . 8.5 8 ( 1 H t br> 
[0097] (XftM25) 

! - T3- f f4- T (4^DD7x^) 7*ZLA, 

-l-e^yz/yprcy^i t.vit 

P^l zJ H->f S^V F4.5-C 1 *y»JV-4 

i - [3- (r^UA'Tsy) roe^j -ihm$ 

20 //[4.5-c]^r/»jy-4-7S>'50 > g(0.1 
6 9m>1) *X*y-7W5«]tC»J*U 4- [ (4-7 

6 0w (0. 1 7 8«ol) 2LVtm*m-th 0+71*1 6m 
g (0.186-oD *»£T1BWM«L*:. 

( 4 0 : 1 v/v) ^W*lC* 9BWft***>, **& 
^fcx— r/PrhU^^U-hLTCTXL. 1 - [3- 
[ [4- [ (4-^nn7x-^) 7x^;Upc^#^] 

1 H-4 SrTV [4.5-c] ^yUV-4-TSV4 
0«g (0.06 6 9-ol) ^^(np: 170- 
1 72.5TC) fcLTfcfc. ^OtmMWf-f 

[00 98] 1 R(KBr)cr' : 33 20. 3 20 
0. 2940. 1640. 1530. 1080 
•H-NMR (CDC I 9 ) 9 (pf») : 1.5 9 (2H. 
m) . 1.81 (2H.m) . 2. 1 3 < 2H.m) . 2. 
20 (2H.ro) . 2.37 ( 2H. i . J — 6. 0Hz) . 
40 2.54 (2H. t. J = 5.8Hz) . 2.72 (2H. 
m) , 3.37 (2H.q.J=6.4Hz) . 3.40(1 
H.m). 4.59 (2H. t.J = 7.0Hz) , 5.43 
( IH.s) . 5.4 5 (2H.bs). 7.2 3-7.3 
4 (1 OH. in) . 7.5 1 ( 1 H, t, J=7. 6 Hz) . 
7.83 ( 1 H.d. J=*8.4Hz) . 7.91 ( 1 H. 
s) . 7.94 ( IH.d. J=8.4Hz) . 8.59 (1 
H,br) 

[0099] (%*0t26) 

1- T3- M-gpp/i^y^Tgyimtf 

50 -1H-4 3^/r4.5-d*yU^-4-T 
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j - (3-r$y7D^) -iH--r sry f4.5 

-c]#/^-4-T$>'0.24g ( l-ol) *N. 
N-y^***ji^r§K3 0al£HBU 
MIO.1 lit (1.1m>1)1UH- <3-£/>**r 
- -'Tnttp) - 3 -X^/l^a/sK^-f $ K - tftttf 
0.29* (I.5-0I) fcjD^JgfiTl *HtffUr. E 
i5*£*tt**2j0*, &*tx**T3®*SU:. W« 
*£*«WcT*»U «B* (NajSO«)» % JSffT* 

hLTCTXU 1 - f 3- (4-^on/wr^y>f^r 
V>~4-T^y3 0mg(0.0&67wmo\) 

[OlOOJ IR (KBr)c»-' : 33 30, 320 
0. 1650. 1 530 

'H-NMR (DMSO-ds) * (pfw) : 1.91-2. 

04 (4H,m) . 2.26 ( 2H. t, J = 7.4te) . 

3.12 (2H.q.J = 6.2fe) . 3.6 4 (2H,t, 

J=6.6fe) . 4.59 (2H.t.J = 6.8Hz) . 6. 

58 (2H.br) , 7.2 6 (lH.t.J = 7.4B 
*) . 7.4 5 (lH.t.J = 7.8fe) . 7.62 (1 
H.d. J=8.0Hz) , 8.03 (lH.d. J = 7.6H 
2) . 8.0 5 (IH.br) . 8.20 ( 1 H, s > 

10101J («t«27) 

1 ~ r 3- f ~ ( ;; 7xZA/y^y) - 1 - K^t 

Af4,5-c1^y»Jy.^- T S ^^ Y r ff 

1 - [3- (4-?anA,7?s>(fr T $s) roe 3 

AO -lH->f $rru,5-c]*yyj,-4-T 

S>-2 5« (0.0722—1) . 4- (y7i^> 
h *^> ^^>.fflft*44«g(0. M4m1) 
&M*tfc* »J 4 0«g ( 0 . 2 8 9— ol ) N. N 
**JP*5JP*Tg K3»l4rC, 1 0 0*Cfc:;W*LT 8** 

3iU *at (Na 2 soo *ET***W*Lfc. 

D*U-^^(l 50: 1-70: lv/v)» 

*VLU-hLT. l- [3- [ [4- (y7x^h 

^1 ^/[4.5-c] *>mj>-. 4 -. t 

S^l 5« (0.0260-oD (^(m P : 1 
58-1 62. 51C) fctTfc*. £^fc**>4r5l5W 

[0102) IR (KBr)ori : 3200. 164 
0. 1 530. 1 070. 700 
1 H-NMR (CDCh) d (pp.) : 1.6 2 (2H 
m). l-77(4H.jn). 2.10(2H.m). 2. 50 
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3 9 (2H.m) . 2.29 ( 2H. t . J -7. Ofe) 
2.34 (2H.t.J«6.4te) . 2.69 (2H. ' 
m) . 3.3 5 (2H.q.J=6.5Hz) , 3.40 (1 
H.m) . 4.58 (2H.t.J = 7.0Hz) . 5.4 5 
(2H.bs). 5.47(lH,s). 7.19-7.3 
4 (1 IH.m) .7.51 (lH.t.J = 7.7te) 
7.82 (1 H.t.J«8.4te) . 7.92UH 
s) . 7.93 (lH.d.J=8.2Hz) 
[0103) (3Wft«28) 
1- f3- J) 



20 



i- (3-rsyrntriP) -iH->f$rrr4 5 

-cJVJy-4-75^0.32g (1.33—1) 

*N.N-^**A^/t^T$K4 0«]fc®5U 5- 
^ DD *W0. 1 5.1 ( l .4 6—1 ) - ( 3 - 

•«uitto.38« (1.99-dd »*;uurciwi 

OD*^-^^/-^ ( 1 0 : 1 v/v) T2BH*aSL 
fc. *M**ttkT3»U £* (NaiSOOtt. 
SfcKfcJiffTWjfeLfc. Hid- rA"TMJ*,xU— 
M/C«U 1- [3- (5->?DDM^^;i, 
7Sy)TD^] -lH--f$;T5r[4.5-c]# 
^•J^-TS^O.Hg (0.44 5—1) 

LT»*. lot OMTyltts&jT-- ? l±WTO 
SOT**. 

[0104] IR (KBr)cr' :34 70. 329 
0. 1650. 1525.1395 
) 1 H — NMR <DMSO-de) 9 ( w ) s r. 62 ( 2 
H.m) . 1.70 (2H.m) . 2.00 (2H,t.J = 
7.0fe) .2.12 (2H.t.J=7.4Hz) . 3. 1 2 
(2H.q.J=,6.3Hz) . 3.62 (2H.1. J = 6 
2Hz) . 4.59 (2H.t,J = 6.9Hz) . 6.6 1 
(2H.bs) . 7.2 6 (lH.t.J = 7.6te) . 7. 
4 5 (lH.t. J=7.8Hz) .7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (IH.d. 
J=*8.2Hz) . 8.21 (IH.s) 
[0105) (*fcH29) 

J ~ f3- r T4- L¥z*^Jk2Lb±k2 zJLzJgg 

1 - [3- (5-^dd/K^/^7$/) roe 
^]-lHM$r/[4.5-c]^»;v-4-7 

$^50« (0.1 39-oD . 4- (i; 7 xZ;Mh 
^PS^) Wj^y • «Kfi 4 2ag (0. 1 3 9—1) & 
^KK^y>^58«g(0.4 17«-l) f-N.N-yx 
^ AT8 P3»"*T\ 1 0 0rtr»»LT7IWa 
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9xmifrfoJ*-*9 J-lV (100: 1-70: lv/ 

v) mmmftiz J: «««*ttx-^ 

th'Jf LT^RL* l-[3-[[4-<^ 

roe*] -i H->f $rv [4.5-c] *y 

ijy-4-T^20«g(0.0338w!) 
5fc (mp : 1 52-1 54t:> LT»fc. 

[01061 IR (KBr)ci' : 3 3 30. 3 20 

0. 2940. 1 640. 1530. 1070. 700 
i H-NMR (CDC I 3) * (ppm) : 1.50 (2H, 
m) . 1.6 4 (2H.rohl.6 9 <2H.m) .1.84 

(2H.m) .2.08 (2H.m) . 2. 1 9 <2H. 
m) , 2.20 <2H,t. J = 7.4Hz) . 2.30(2 
H.t.J~7.2lto> . 2.70 (2H.m). 3.36 

(2H.q. J = 6.5Rz> . 3.4 1 (1 H.m) .4.5 
7 (2H.t.J = 7.0fe) . 5.45(2H.bs). 
5.49 (lH.s) . 5.94 (lH.t.J = 5.8H 
z) . 7.21-7.37 (1 lH.m) . 7.5 2 ( 1 H. 
t.J=7.7H2) . 7.83 (IH.d, J=8.4Hz) . 
7.90 (lH.s) . 7.9 2 ( 1 H. d. J = 8.4Hz) 

[0107) (WWI30) 

1- f3- (6-ro^^y>f;PT5y):roe 

1- (3-7Sy7DW -1H-4 SrVt4.5 
-c] ^yy>—4-r$>0.24 8 < ImoI) £N, 
N-y**/l/*/I^T$K3 0rollcKlU 
*ra>t0.21g ( l.lrorool) JUM- (3-io< 

t^rsyroe^) -3-xf^^fy>f $ f ■ « 

Ktt0.29s (1.5-dI) J&BTlWIffL 
fc. »6aiC^*ir*i.iWftx^T2B«ajL. « 
flt ( N a, S O* ) flL XFFnmt&ZLtl. B**X 
-7^££>£*T b — h LTfrHRU 1 - [3 
- ( 6 -:/o*:^r-*y 4 /t-rs y ) 7oe^] -i h 

-4 $*V[4,5-c] *S»y-4-T$y5 0wg 
( 0 . 1 2 0-ol ) £RSfe»5lcfc LTftfc. 

[0 1 08 J IR (KBr)er' : 33 30. 320 
0. 1 540. 1 540. 1 395 
'H-NMR (DMSO-de) * (ppro) : 1.36 (2 
H.m) . 1.52 (2H.ro), 1.70 (2H.m). 
2.00(2H.m). 2. 1 0 < 2H. t. J = 7.0H 
z) . 3. 11 (2 H.m). 3.60(2H.t,J = 6. * 

v^e^vty^i^-h (sp-20) 
S'JXf^yrD^ ( i pm) 

±* 
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*8fe) . 4.59 (2H.t. J-7.0Rr) . 6.56 
<2H.bs) . 7.25 ( 1 H. t. J-7.4to) . 7. 
44 (IH.t. J = 7.4Hz) .7.62 UH,d.J = 
7.8te) . 7.95 (lH.br) . 8.0 3 (IH.d. 
J = 7.4Hz) . 8.20 ( lH.s) 
[0109] (%Jt0«31) 

1- T3- T f4- (y'7xZ^h^) -i-t*«t 

i- [3- ( 6 - r o^-M^y >f /pt s y ) roe 
AO - lHM$r/[4.5-c]^/»;y-4-7 
SV4 5rog (0. 1 OSnol) % 4- (y'7i-^ K 
^»Jy> - ttft*6 5rog (0. 2 1.5ro»l ) R 
VXM*V<>A59mg <0.430rorool) *N,N-^X 
f-/Wi^T5 K3rol+ % 1 0 0t:iC^LT8l«fflI 
ffLfc. »St(i*tlDi^oa3n^AT2B»ttJL. 
<£* (NatSOOtt. *ffiEr*ttfrfir£L*:. Ait^r 

A-^/-/Kl50: 1—70: lv/v) »£S£» 
iC*9BW****>. **roT^x~r*Th!)*.xW 
-hLTFKU 1 - t3- [ [4- (y'7i^> 

-i -e^y^'s^y-fAO r$y] roe 

AO -1H-4 5^/ [4.5-c]^y»J>-4-7 
S^28u (0.04 6 2-rool > *rot*fe»* (rap : 

151-15 5TT) LTW*:. COtO^MWf 

[0110) IR (KBr)cr' : 3330. 294 
0. 1630. 1540. 1070. 700 
> H-NMR (CDC It) * (ppro) : 1.3 1 (2H. 
m) , 1.48 (2H.m) . 1.63(2H.m). 1. 
70 (2H.m) . 1.86 (2H,m) . 2.07 (2 
H.m) .2.17 (2H.t.J = 7.6Hz) . 2.20 
(2H.m) . 2.27 (2H, t, J = 7. 6Bz) . 2.7 
1 (2H.ro), 3.37 (2H.q. J = 6.5Hz) . 3. 
42 (lH.m) . 4.57 ( 2 H, t, J —6.8Hz) . 
5.45(2H.bs). 5.50(lH.s). 5.62 
(IH.t. J=6.0lte) . 7.21-7.37 (1 1 H. 
m) . 7.5 3 ( 1H. t. J«7.7Hz) . 7.83 ( 1 
H.d, J = 8.4te) . 7.90 ( lH.s) . 7.9 3 
( IH.d, J = 8.2Hz) 

[onn <wt«32) 



30 



40 



0.2s 
2.0K 
0.4k 
7.4k 
0.0k 



(oi 121 soTCicjnttL^y^b^v^y^u-jKsojKK (sp-20) 2Kfc**»fc^o.2s**;tia 
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m> 0.4 mzimmm (8 or) iz 

[oi i 3i atnmi) 

2X4 s**KiMltf>fm 

80*:C;taJ*UM V*-rT»J>*5 g£*SB»T4 9 
888 1 5tZ3Sn*)1>i£?'£*LLtz<< 5**K0.5g 
*B0;t!It***L*:. CitC in*** (8 or) LT 
fcvvtafcy-fc'JVl 9.5g*Jo;t. «?L*#£S 

[0 114] <Jt*H2) 

0. 1 2%U ^foyV|:f (^*y*lBE) **4>* 
[01 IS] («t«33> 

(i) mtxm 

{W300-600g<0tt(t. Hart 1 ey*m 

I sh I i h <NainyD-5ctaiedd>erz's Arch. Phanaco 
1.. 332.219-223. 1986) iZX 3 

ICJRDIfcv^f*. •M*^fc*^T*2-3-*0** u » 
#*«09aiU *0^2>^£*TO«**m*L 

»*4i3 7X:(ClDaL^5J»« (Krebs bicarbenat 
e»:NaCi 118.1*. CaCli 2. 5aM. K 
HiPOt 1.2aN. KCI4.6*. MgSOt 1.0 
■M, NaHCOj 25*. glucose p 
H: 7.6 5) ZmtzLtzl0mm7?X&m>£Bm 
U 9 5%Ot. 5%COi<7)«^x£it*L*:. 

^fa-f- (NEC San-ei.Type 45196A) 
ffi*T>T(NEC San-ei.Type 1236) &itlX4 > 
?mU9+Zi-y- (RIKADEMCI R-50) ±tZ%MLtz. 
[0 1 1 6] «*mi*l3 incubation tX^b^^ 

5^(1 o->m> z&s-LTnmsust&t:. ;n^R 

WHifc^lfr2 0^fBIM»t. ttKft-dMfcHt 

(oi 171 tx^$vzaa»miiAJi«wcfc:. 4$ 

( i -fyrf/p~ i h-4 [4.5- 

c] ^y»Jy-4-T$V) . My7xytH7^ 

&mm (DMsoov^x^^«rco«*iawio. 

1%) Mr. 

[01 18] (2)tt* 



30 



•Mfc£1*7>»« ( ! C5#tt) trETF** 1 tZ5frf. %ft 
W2 2. 24. 27. 2 1 nfctmiVV 
t K? 5 >-fcB«fc:t x* $ >1MR*<iWIL*:* 

[0 1 19 J 

[HI] 

SI 



10 







4 2 K 






1.5x.l0- v M 


XM2 2 


3.4x1 


**«2 4 


4.0X1 O'M 


XHV2 7 


1.9x10 "HI 


»M2 9 


3.4X1 0* T M 


SM31 


2. 2xl Q-'M 



[0120] (I9IM34) 
flMMHBfcBfflfflEfB 

20 (») J: 0 HA L 1 3»B^»tOT»^»C^llC« L 

[0121 ]0r^fiJK*OWI 

0. 9%Wfc* h !/*XMc**2 0«ltr^t 9 
~ ( Dermtophagoidesptej crnyasi nus : International B 
iologicals. Inc. ;lot. No. 14679) lg^L. 3 0il 
<T>**iH->( Xtfy KtSfrU *J&T. 4 0 0 0—4 5 

0 0n*T**^-MXL*: (BaMTFT*^^ X 

-MXLfc) . **^>TXLfc»»*5 0«IOiIiiflr 

ao c»u sar3 5oon»T5arai*f?v>. ±»* 

**0WJWfc#L*: (»»A) . Z<Wkft*2JSm>)*> 

-rzttzi-yT* mmB. mmcznt:. urn* (ro 

*) T-Hi"i5»L^a^fK (H*»«(*) : Seamless C 
ellulose Tubirmg) $»A. B. C**#t«U*A 
L. 4trC0.9%m^hU^A*»«fcr*tLT— 

't^WK^^t?**** h (Protein assay Rea*en 
t BCA Kit: PIERCE. Inc.) T«£U 5 0 

0iiK/«io^v/^ii«t:^J:3fc:. 0.9%«<bt- 

1 Sai^iryTTjeu^jt-xci o«ir^*H£U 

^~!aK*»i: L/C. wO«»lifltffl^±T'- 8 0TTC 
[01 22) CHW^JtrXfifi 

^B«^«*tr-l^*«fc40^1«JlflSaBt^t> 
«) *m*K v>XOlB»^Tt:C^«»fr200iil« 

SO [0 1 2 3 ) »BirtJ0ab^2 1 BftC. 0.9%»fc 
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[0124) »««0C&^*ra«*<OMK 

UIWJrWBrU:. BRLfcJUKil 0X+B**-7y 
>«ajitt O-->-^<01 CAill B 

Lfa^T't^^ttW-fBM*. /W-»ft«:l*LrL- 

t««2«±*o25»rci7^) . n*amMt## 
mm* (4oo©) t. i<B^icmmt:o<nmgamtr 
tmui. mn ( tamtam ) tzxtMrnmrtat 

roi 25j m*(%) = < («*m4«omw« 
-««fl:^*a^«fotf«tawt) /wms*nwt& 

a> I XI 00 

[01 26) e^MftSftOMl! 
MtW3 2*M5f8cfcJ: OfWLJt. 
[01 27)©aS«J»**tt 

(«#Jffilf& : Occlusive dressing technique* 

■ 2 
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10 



20 



• (ODT) ) 
-7>?Xjri-^rt«»tr««+5feerttuVOJ^>-cft 

m (IttHfcA*) nmOi, W&VWIrH-tfzMftt'P 

2aB*l=lt*L£. *«»^II3J:3fc5-r 
7"&<WOTPtt7 T (Johnson t Johnson MEDICAL IN 

*L^. a«u-esfc95o«fcL. a^jw^-o. 

-JMiOTWj: 3C««»B J: 9 3 BBStfft Lfc. 
[0128) *S89B-SSB (££»«*) -SaBSB 

<lt3B> 
[0129] <2)*« 

2X-rS**K**\ »tJW:^»02%tt». 0.) 
nrA«J«iHB«»IDEU»^fr&IMnMt»S2. 3fc 

[01 30) 
(«2) 













0.33*0.33 


■ ■ 

H 








S**W 


519.8*129.96 








1*4. 0± 3122 


7a 37 






237. 6± 5X76 


54.29 


o. 1 2Hwmwrsi> /*v>nm 




261.6* 60.64 


48.67 



.01311 



S3 



* *[*3] 











#«e aid) 




1160±100 












»tftW (cant) 




371. 42± 71.03 




»M2 24>ftft* <2Ktt«> 




217. 40± 68.51 


4L46 


WH2 40ftMI (2Xtt*) 


61.60± It ft 


6136 


***2 7©<t#* (2***) 


235. 66± 97.11 


36.36 


WMI2 9©<tH (2Nttff) 


381 00± 97.71 


1S3 


«MI3 1«Ht#* C2**W) | 




169.75±13LH 


56.99 



[0132) (£t£H35) 

28H*B»M««-ffl 

(UK*** 



*IMMi4att?>Ba I b/c-?tz. (If) £B*?l"r 
(«) J: 9JBAL 1 ai^BftJBISkOflMc3t»C«U 

*50 
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[01 33]<D*tt&tf£*S 

£ft&zm&i±mmt><7>ij&£mtrff'->t: (run,* 

-.4 3(8). P1099.J9W) . vtcirh. B&T*zr 
$y (OVA) 1 iiKfc^lWfcryP^-OA^ (aim) 4 
■g£*D£3*tt» 2 5 Out fcMBrttM- LTflrf^ L 

utOVA (2 0/iJ) *Sfc:j*rt&|fLfc. SKfcJsu 
Til. ^(0*m*t*<te»0VA<?>{ti>DlZ3Lm*m 

O V ATW&r* t 1 *H3fc 2 4 1*311*::*-^ t 
fOl 35) 

(CMC ) tOMU TC2 4«ITO*;2ittBWCfiD 
%CMC<0**«*Lfc. *LT«TO#J:9WW (* 
10 1 36 J AM* (%)= { {OVAWSSMBl** 

coiKomx ~^mmx&im<oTi(oBA ) /ova 
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BX) 1X100 

roi37j (2)mm 

[01 38] 

»4 



ft*a* 






mmm <*> 




US 


*S4**K 


ill 


4 


0 


16.4 


MM22 


Ow/kc if 


4 


91.6 


.100.0 




5 


28.6 


41.4 




l«c/kf pc 


4 


23.8 


64.4 



roi 39] 
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TI Preparation of imidazo[4, 5-cJquinoline-containing amides and their 
intermediates and pharmaceuticals for atopic dermatitis 
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I 



AB Title compds. I (X = H, halo; m = 1-9; n * 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g 1- P- (acrylamino)propyl] - lH-imidazo( 4, 5 -c] crinoline- 4-amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy ) piper i dine. HCl , and NaHC03 was refluxed 
overnight to give 75 nig I (X = H, m ■ 2, n = 3), which in vitro inhibited 
histamine- induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7 M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HCl . 
An ointment contg. I was formulated. 



